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(57) Abstract: 

NEW MATERIAL: A compound expressed by formula I 
(R 1 is amino or OH; R 2 is H or lower alkyl; R 3 is lower 
alkyl; R 4 is H or phosphoric acid residue) or salt thereof. 

EXAMPLE: 2'-Deoxy-2'(S)-methylcytidine. 
USE: An antiviral agent. 

PREPARATION: A saccharide part at the 2-position of a 
compound expressed by formula II (R 5 is alkoxyl; Z is 
protecting group) is alkylated with an alkylating agent 
to provide a compound expressed by formula III. The OH 
group at the 2'-position of the compound expressed by 
formula III is then acylated, reduced with a reducing 
agent and deprotected to afford a compound expressed 
by formula IV. The base part at the 4-position of the 
compound expressed by formula IV is subsequently 
hydrolyzed or aminated and, as desired, the saccharide 
part at the S'-position is then phosphorylated. 
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- V 9 p a x V 4 V u t 4 /i/'>*«>a^f 

f9 -Jx b , Bjfi&J/'J A^;i/*7A (10X130 
cm) frClS^^-li:, 4 0%^fK^^;U-^^ifV-C' 
«ffl3ftfc&#&««&TiSJ&L. 3', 5 ' — T I 
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P D S ft 1 2 . 3 * & f # . 

ft tC m it * * * U 71/ 2 . 7 mQ. & i£ <fc > x b > 

4 o»at:|»jSf Sit, - 70ti;^|Lfe, ~ n ^ 
7 ;i/ xf v 5el i& T * JSfl:.**i/>2 0mak:i8»a-tt 
*J * * JU J* JU =¥ is K 4 . 8 & 2 0 # IHJ tf 

t IT U *«H30^pgiJHfe, :ni:ift 

1 P D S # (12. 3 g ) mti. - 7 o r: t? 

2 8# fUf St «£ L, & , hijif ;i/7 5>20«4l:ia 
*TS&Klll$rffl«#Lfc. CKOfiJCMfSrSjat 

btMH^L. «ft£»*Btxx ;i/ 
# £ # ffi U fc . ^&x^;i/$£fcft?f$£{3IL. J/ ij 
*y;i/#^A ( 5 X 2 8 co ) C 3£ 2 -tf . 20% 
ffls ft£t x x ;u - n - ^*-*>-e?£d}£ft£ a^^K 

fifi^l/tlW^Rl 0. 2g(i|X2#7 2.1%) 

ft » fe . 

Bfc ,£ : 157. 5 - 1 5 9 TC 
7tm#m : C a4 H, 9 N,0 7 Si 2 i: Ot 

0. 8 2 5 g (1R*4 0 %) £ *9 „ 

f&,£: 179-180. 5 r 

7u3f : C z «H„«N a 0 7 Si 2 i: It 

5t#fi£ C: 54. 5 1, H : 8 . 39, N : 5 . 30 
^PJfifi C: 54. 39, H:8. 32, N:5. 17 

4 fc± ffi A y it/ ^ 7 A if ^ T 2 0 96 |5|8I 

x ^ ;u - n - ^^^^mmn^^^iia^^^ii 

4) 4-0~-ni^;i/-2' (S) - * ^ ;b - 2 ' 
- ^ * * U ^* > C - « 3S; C IV 3 , R 2 = 

H, R 3 =CH 3 , R s =OC a H s ] <7) £ & 
-h IS TM# £ ft £ 3 ' , 5 ' -TIPDS-2' 

i 3 apflScip^T^a^5^rHja^Lfc. 4> a <o 

* * / - ;p & lie i , i»xf ;i/i:^iv-^7)<i§ 
K r # % u • *«JB*«aiaia«aLfc. & & & 

d ft K b JV JL Z, 5 mil It ® M L & it b V - n - 



ftm 0363-215694 (8) 

StflCttt C;5 3. 8 7 r H:7. 86, N:5. 46 
^Jfllfjg C:5 3. 73, H:7. 87, N : 5 . 57 
3 ) 1- ( 2 - ;* x 71/ - 3 , 5-O-TIPDS 
-fi-D-t)7lty : 7Ji/JV) - 4 - X h 3p 

- 2 - ^ u 5 i; y > C — tt ^ Cm] , R 2 = 

H, R 3 = C H 3 , R s = OC z H s , Z (3') 

- Z (5') = T I PDS) ^)^!,Jl 

± 32 tf> 3 ' , 5' -TIPDS#2s&7;U=f 
> St » T x - x 71/ 5 0 mft £ m m U , - 7 5 'C ^ 
fll 1/ . r ft 3 M - & it * * JU -7 £f * V A 5 mfl 
^TU 5 0 # PO « # L fc . C0JEJt5ttUll«l 

s u . x - t- ;u t * & in a. ft m u , # m m & n m 

tk a M tt B L ^ • « « £ Sft x * JU tc & ft S it , 

^u^y;ui?>^tcgs^$it, ^ je m m n ® u & . 

'*i&i/<;*y;u^7A (2. 4x25cm) CO ± 
tt -tt T • 4 0 %iS(xf;i/ - n - A^rlt- 

y x ;u x x i . 5 ^ a *? cfc 2 , 2' - 7 v x 
^ v f * d ^ h yyutt**fc7^=f>««T-t?w 

T L . f 0ii l^flS^^itfc^, » /£ ifll «ri 

%0L. ^'J^y;M7A (2. 4X28an) tC 
10%g^®l^^;U-n-^^-y->^ 

-n-^x;i/TV^-'7A2. 2^&^;*_ % 

lUX =5 1* (2. 4X1 3 cm ) 00±tc|£-tir. 5 % x 

@I^^W^^130n« (l&3?49. 2%) & 49 - 
m A : H8-149r 
7C ^ ^ W : C 12 H 19 N z 0 5 *: U T 
Stfffi C:53. 33, H:6. 71, N:10. 36 
C:53. 2 1, H:6. 71, N:10. 28 
5) 2' - 7 * * is - 2 ' (S) - * x ;t/ U * *J 
> C - « ^ CI] , R x = N H g , R 2 = H, 
R 3 = CH 3 , R * = H } CD i£ & & a ^ /ft 
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i tb & 2 0 nft y , _h^(7)4-0~x-?-;i/-2 / 
- (S) 0 Orag^iUtiftf^lt, £f 

if*ioo , cr2BraiJEj»«itfc- tft * & M a a 

Mil . 2 « & © & It 0 . 2 5 n,£ £ An *_ . £ £ K x 

*/-;i>&;!ra*T&E«i8&iao. x * y - yu 

UMilfbltBW«|7 Bin (IR*7 5 . 9 % ) £ 
@fc ,£ : 167~169°C 

5c$##? : C 1D H ls N 3 0«-HCl-l/4 H 2 0 t L T 
311ft M C:42. 56, H:5. 7 1, N:14. 88 
mm C:4 2. 86, H:5. 79, N:14. 52 
3£ ife #d 2 2' V - 2' ( S ) - x 

^> C - & g C I 3 , R 1 = 
N H 2 , R 2 ~ H , R 3 =C 2 H S , R 4 
= H] <P & $ i& CO gg & 

_h ^£ ^ jf^ M i »7;i/*;Mb<5lfitfc^'C*ft 

^■tt[rtiiRn^s-r^ci^nJ:y2 / - ^ ;* * - 



K 5 0 /d * ft! A. . 3 Z& T* 1 7 B$ Rfl St U . C 
Z 1 &m.V L . & T £ & £ tft S'J & Z* 

X 2 5 an) T? & $3 U . Xji y - jM^|§Ift It 
B « ftl . 86g ( ft * 6 5 . 1%) £ # . 
& * : 1 4 3 - 1 4 4 r 
TC^^^ffi : C 12 H 1B N 2 0 6 i: It 

It # fff C : 5 0 . 3 4, H : 6 . 34, N : 

9. 78, 0:33. 54 
% m « C : 5 0 . 22, H : 6 . 33, N: 
9. 76, 0:33. 69 
2) 1- (3, 5-O-TIPDS-JJ-D-x 
UXD^>h77V-2-^D*>;i/) - 4 - 

x h # - 5 - j* ;t/ - 2 - fcf ij 5 i/'y y( 

— fl2 j£ (n] , R 2 = CH 3 , R 5 = OC 2 H s , 
Z (3' ) -Z (5' ) = TIPDS) 0^ 

r& 

_b324-0-x*-;u#6. Os^^Jfe^li:lsi 
it: l , l, 3, 

;u >" n ^ +f v . ft v> -c Jfi * 4 -9- U ;u - *J * * ju 



KMBS63-215694 (9) 

2' - (S) -xf i/vcofittfi&^i r 

)3fe ,& : 167-168T: 

TC^^^f : CnH^N.O^-HCl-l/Z H 2 0£: U T 
If&tfi C:43. 89, H:6. 36, N:13. 96 
^PiilS C:43, 92, H:6. 3 9, N:14. 00 
3 2J (S) - ^f^fyyy (-^ 
g CM , R 1 = Q H , R 2 = CH 3 , 
R 3 = C H, , R« = H ] pgia 
1) 4 - O - x. ? jv - S - * * )\/ *5 \) *s > [ — & 
5£ (B) , R 2 =CH 3 , R s =OC 4 H s ] tf> 

5-^^-;i/r> , J^V2. 5 8 g £ 7 t h - h 'J 
jMOiltlSjJIil!:. 5 ; f'J i/">12.5 

mg , ** 7K m 3 . 8mfl&ftlA.T^aT?lB#[aiSJC5 

s it . &flE»*i&isL,£. # a a * & a 

nA J: t/ £ {t ^ * x ;i/ 8 . 0 nfl £ flu A. . S B# nil 
2fc L, . $ & £ © 5£ L . &7££x*y-,iL/2 0mfl 

k ® m z . ^c^im^^th'j-i/Axh^i/ 

X ;[/ jf? * U K & tf? S it . |^«^J|iabt«ffi(0 
<t&V9 8 . 51 (84. 6%) £ 19 tc - 
IjS: 109^1 1 11C 
7C???^rr : c 24 H 42 N 2 0 7 Si 2 tit 
3t#ffi C: 5 4. 74, H : 8 . 04, N : 5 . 34 
mWM C: 54. 54, H : 8 . 03, N:5. 29 
3) 1- ( 2 - ^ ^ ;i/ - 3 , 5-O-TIPDS 
-^-D-iJ;f 77^/1/) - 4 - X h ^ i/ 

- 5 - > ^ ;u - 2 - t" 'J ^ y v (-«5£ 

Cm) , R*=CH 3 , R 3 = CH 3 , R s = 0 
C 2 H S , Z (3') - Z (5') = T I P D S ) 
CD 

& ^ & * * jv * # * & v a t el is 2 it . [si $ & 

XkMLXMft<t4te 1 . 38g (I{R^36. 1%) 
& » fc . 

S* /£ : 182-183T: 
5c^^*f : C,.IU.N,0,Si t i: Lt 
*f^!M C:5 5. 3 2, H:8, 54, N:5. 16 
^S'Jit C: 55. 19, H:8. 54, N : 5 . 40 
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4 ) 4-0-.x^-;u-2' (S) - i f ;[/ ^ 

V C-&5£ C IV 3 , R*=CH 3f R 3 = C H, , 
R s = O C 2 H 5 ) GO 
_fcE-C»6*fc<fc'&4*3 4 0 £ 3£ & #f 1 £: i*I 

«cjR*^nn>f-;i/#**UA/. * HMfc h 'J - 
n - -f * )U 7\ X , 2, 2' - 7 t' X >f V y f a 
- h u ;u • 9c ^ i? 7 y it h 'J - n ~ r f 7 v ^ 

10. 5 mg ( 1R ^ 6 4 . 6%) & & fc . 
m A : 183~185*C 

: C ia H,.N a O. HT 
SfW«[ C: 5 4. 9 2, H: 7. 09, N: 9. 85 
Hiii C: 5 4, 8 9, H: 7. 08 f N: 9. 74 
5) 2 ' (S)-^f yi/f 5 i/> C — Jtt A CI) , 
R 1 = O H , R 2 = C H 3 , R 3 = C H 3 , R * = 

H ) CO -a fifii 

¥<jiLyOy\=>0 C H + M ) 1 « & ^Mt 
4B$rfl«tHfc. tt ffi & » BU ft , zA « » flf «g ® 



?*KJBB 63-215694 (10) 

& 6 3 ( 1& aft 7 3 . 6%) £ » . 
flft : 179~180T: 
ic^^^f : C lx H 16 N a O s tit 
St»fltt C:51. 56, H : 6 . 29, N : 1 0 . 93 
-MMiiK C : 5 1 . 49, H:6. 26, N:l 1, 04 

^mm 4 2 v c s ) - * ± ni * ^ 2 > - 5 ! 
- u v a (7) m m 

2' (S) - > ;b S *j V 2 . 5 6 g ( h 'J 
>f JI/'J Vl^6 OrafiAiH^t^^L. ^ ft I . a 3 
g ft * * is ft 'J > £ ffi T L , ^IcniMJf 
"T S . -<2J£j&$£8g<3j£«7j<ifc^N'J^A£ 
^tfl0 0ff<SD7*#*^&;&llU, f * U$f!fl 

< * ■ s ) ^ & 3g £ . i *ju®*mmm-v®& 

LT, 2' (S) *55/>-5' - U > 

fift & ft * . 

& jft « s & m 



2 ' (S) 5J?> l o g 

u — v X £ — ^ 65g 

a yi/ * > -t? ^ a — x 2 o g 

y tf — ;u t" □ u K -V 3 g 

xf 7'j>iA;i/^n 2g 

^ S 1 0 0 g 



jW 1 ft! cf , 2' (S) -^f;i/f$i/*>&l Obj 

^ ffi 0! 6 tt #J . * ^ * ^ #J 

2' 5***5/- 2' (S^f-yi/f^VJMMS 2 0 g 

»flirjl/P-X 8 0 g 

tfe Jt 1 0 0 g 

ms £ 5 ^ (3D ^ - K * 7 iz ;u jfe & U T A 7 -fe ^ #J 
4: -T * - 

^^mSSA (677) -Vv-9-!SFv*«cA^tt 
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